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Abstract of JP63295588 

NEW MATERIALA compound expressed by formula I (R<1> and R<2> are H, methyl, nitro, etc.; R<3> 
is H, CI, lower alkanoyl, etc.; X is hydroxymethyl, formyl, carboxyl, etc.; Y is OH, lower alkanoyloxy, 
carbamoyloxy, etc., provided that at least one of R<1>-R<3> is a group other than H when X is 
hydroxymethyl, carboxyl, etc.) and salt thereof. USE:An antiallergic agent, antithrombotic agent, anti- 
inflammatory agent, antitumor agent, etc., having powerful inhibitory activity against C-kinase. 
PREPARATIONS raw material compound expressed by formula II, such as a physiologically active 
substance K-252, is reacted with a nitrating agent (e.g. nitronium tetrafluoroborate) in an amount of 1- 
1.1 equiv. based on the above- mentioned compound in an inert solvent, such as sulfolane, at room 
temperature - 80 deg.C for 1-2hr to afford the aimed compound expressed by formula I (R<1> or R<2> 
or both are nitro). 
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NO, 


H H 


CO, Me 


OH 


63 


60 


* 


H 


H 


CO, Me 


OH 


64 


61 


CH.oet 


H 


Ac 


CO, Me 


OAc 


65 


62 


CH,06t 


H 


H 


CO, Me 


OH 


66 


63 


CH,08t 


H 


H 


CH.OH 


OH 



• OCO£jiCH,CONHi-Pr 



m 2 $ <*> no <* 






S^ftto 


X * 


Y. 


R c 


a 


1 


C0,Bt 


OH 


H 


b 


2 


CO, Me 


OMe 


H 


c 


3 


CO,H 


OAc 


H 


d 


4 


COCi 


OAc 


H 


e 


5 


CH,OH 


OH 


H 


f 


6 


CH.OTs 


OH 


H 


8 


7 


CK,N, 


OH 


H 


h 


8 


CH,NH, 


OH 


H 


i 


9 


CO, Me 


OAc 


Ac 


j 


10 


— CH,0 — 




H 



1 

^««9T»^n5ft^«ji (m-1 ; 1-COiNe, 
Y-OAc, R'=Ac) 5. 5 1 «< 1 0 naol) * x y y 

100 ■l*Jttf?aa*j«>j»50 ofCffWU 
-M-<)if h 57JU*n#i,- y 2. 8 g 

( 1 0. 5 mmol) *J|D*, 8 0 riCT 2 P*R8Antt L 
fc 0 Mn-t-^A^MffTI^, ^ 2 0 On.* 

*LT, N, 0- 'J T -t f- ju - .=. H d ft ( j -l-i ; 
X=CO,Me. y=0Ac. R*=Ac) £ H, 0- *J T * * JU - V 
-►oft ( I -1-1' ; I=C0,Me, Y=OAc,fl'*Ac) i 

±&S£fc*DMP 2 5 0 o£IC*BL, I OK 
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*i*TS) -e??*3llL4fc6«9 L 1.74g < 3 0 %) 
* op. >300t®ff£ftttSI<!:LTf3fco * fc* 
2 . 0. 5 9 g ( 1 0 %) * op. > 3 0 0 t 

4t£fo 1 : l»(C0CI .)«; 1.79(b, 3N), 2.12 
(dd, 1H, J*5. MHz). 2, 28<s,3H), 2.83(s. 3H). 
3.9B(dd.lH. J-T.UHi)', 4. 03(s,3H). 5,36(s, 2H). 
6.83-7. 10 (o,2H), 7. 23-7. 66(o,3H), 7.93<dd, IH. 
J=2. 8Hz). 8.60(dd. 1H. J»2.8Hz), 8.54(d,lH.J- 
2Hz) 

MS(o/e) : 5 6 7 (M+l) 

ft£&2: NMR(CDCf ,M ; 1.74(8. 3H), 2.08 
(dd, IH. J=5, 8Hz). 2. 15(s,3H), 2.7K8.3H), 3.83 
(dd. 1H. J=7. 14Hz). 3. 93 (a. 3H>, 5. 00(br. s, 4H), 
5.32(a.2H), 6. 80-7.200OH), 7. 28(br. a. 1H). 
7.67<d. IH. J=8Hz), 7. 70 (d, IH, J=8Hz), 8.33(d. 
lH,J*2Hz) 

MS(ffl/e) ; 5 8 2 
2 

<t£1b 1 , 7 0 0 v(l. 2 2 oool) * V 9 o o > 

4.96<br.s,2H). 6. 48-7. 16 (o. 3H) . 7.24(d.lH,J« 
2Hz), 7. 64(d. IH. J=2Hz). 7. 72 (d. IH. J»2Hz) . 
8. 62 (d. 1H. J = 2Hz) 

MS(o/e> ; 4 9 8 (tl+1) 

il&til 3 , 1 5 5 *g (0. 3 oool) <•> 9 J - * 
3oi *>*^C/THP 3 miCDS^fcJIICfcfcL. 3 5 

•>t / **<fc* * *± y u * a (o. SoBoi) *m 

»li^/iJA^JM5^a7^57-( - (5 

5 . 50tg (3 \%) * op. > 3 0 0 tro& 

NHR (0HS0-di) 6* ; 2. 03 (dd. IH. J=5. MHz). 2.16 
(s. 3H). 3. 20-3. 50 (1H). 3. 40(6H). 3.93<s.3H). 
5. 01 (d. 1H. JM7), 5. 07(d. 1H. J=17Hz). 7.22(dd. 



Hffl03 63-295588 (22) 

^>35 «£IC«J»L. 2 H%± Y <) 0 ±/ * 7 
~ Y / / f J -Ji<&tiLl.2 of (6.I000I) *J0 
5£«3 N£«**«*Ao;lfco 

- (?od*;pa/^ / -;u/0HP 8 0 : 
10:10) £T»»fc* ?oo.t.J^"i-f 
»VMUSk*tf U^, it&til 3 , 5 0 7 og ( 8 0 %) 

* op. > 3 0 0 tOJtfetfttai LTBfco 

NKR (DHSO-d) <J ; 2. 09 (dd, 1H. J-5, 14Hz) . 2.18 
(8.3H). 3. 44(dd. 1H.J=7, 14Hz). 3.96(s,3H). 
5. 09(s. 2H). 6. 48(8. 1H). 7. 24 (dd, IH, J = 5, 7Hz) , 
7. 18-7.71(0. 3H). 7. 74-8. 24 (o.3H). 8. 77<s, 1H). 
9.30(d. 1H. J*2Hz) 

HS(o/e) ; 4 8 3 OM) 
gffi0l3 

nmto2 trnmozmv. <t&to2 . isow 

(0.2 6 oool) J; 9, 4 , 5 3 uj ( 4 1 *S) 

* o P . > 3 0 0 t:OJH»fe»*i US/:, 

NNR (DHSO-d) 3 ; 1. 93(dd. IH. J = 5, MHz). 2.10 
(8. 3H), 3. 36 (dd. 1H. J=7. MHz) , 3.94 (s. 3H). 

lH.J=5,7Hz>. 7. 36-7. 53 (o. 2H). 7. 90-B. 15<». 4H>. 
8.75(8. IH).- 9.44(s. IH) 
HS(o/e) ; 5 1 0 (W+) 

5 

nfo&i £fS\m<Dl5&V. <fc£«!3, 1 4 0 og 
(0. 3 7 oool) **VT± Y TJUT* KO. 1 7ai 
X 0 , il&ms* 3 8 ig ( 2 4 %) * op. > 3 0 0 

NHR<DUS0-d,) d ; 1. 10(t.8H. J-7Ht). 2. 10 (dd. 
IH. J»4. 3. 13.3Hz). 2. 15(8. 3H). 3. 50-3. 90 (m. 4H) . 
3.93U.3H). 5. 02-5. 08(a. 2H>. 6.42(s, 1H). 
7. 24-7. 26(0. 1H), 7. 39 (t. 1H. J=7Hz) , 7.52(t. IH. 
J=7Hz). 7. 90-8.22(o. 4H). 8. 75(br. 8. IH) , 9. 40 
(br.s. IH) 

HS(o/e) ; 5 3 9 
6 

<fc£1fcK Ug (3. 1 oool) * e U y 5 0 o£ 
KfcWL. M;kft«3 o£ (3 loool) **JD;U 
1ST 38*&8«#L/i a fcK*«£TS:fcL, 8 
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LKo n$L* 's *) 1) V to* 5 U 9 u -* Y 7 1 V 4 
- (0. 5 %* 9 J -)\>/9 o o *;i,A) £T«S 
U > ^ ^ - ^-D«P J: OSIgffi* <fc£ 
7 . l.?g ( 9 0 K) * DP.> 3 0 0 r©»fe 

NMR(DMS0-d.) 5 ;1.70(s.3H), 2. 0-2. 36 (IH), 
2.l0(s,3H). 2.21(b,3H). 2.64(s.3H). 3.76-4.04 
(1H), 3.96U.3H), 5.43<s,2H). 7. 29 (dd, 1H, J*6. 
8Hz), 7. 53 (d. 1H. J=8Hz). 7. 63 (d. 1H. J=8Hz) . 
7.90-8. 20(o. 4H). 9. 14 <s. 1 H> . 10. 12(8. 1H) 

MS(o/e) ; 5 6 7 <M*-Ac*l) 

ni60i 2 tmmnTsm (««tiiOMF *m^fz) 

TMt6&7. 0. 7 g ( I. I 5 omol) X 0 , 8 , 

0. 4 3 g ( 7 1. 3 % ) * op. > 3 0 0 t ( tr 9 J> 

NMR (DMSO-d, + C0,00) d ; 2. 13(dd. 1H. J=6, 14 
Hz). 2. 18(8. 3H), 2.23(s,3H). 3. 52 (dd. IH, J= 

* op. > 3 o o r 

NMR (0HSQ-d • > <J ; 1. 16(a.3H). 2. 03 (dd. 1H. J= 
5.14Hz), 2. 17(8. 3H). 2. 40 (q, 2H, J=8Hz) . 
3. 16-3.56(1H), 3.96(8. 3H). 5. 08 (s. 2H) . 6.40 
(br.a.lH). 7. 08-7. 26 (o. 1H). 7. 30-7, 68 (o. 2H) . 
7.80-8. 24 (n. 4H). 8. 66(s. IH). 9. 20(s. 1H). 
10. 04(s. 1H) 

MS(o/e> : 5 3 9 (M+l) 

n&m 1 0 

fz&m 6 it&tou i t o « 

(0. 3oool) *£VUMt\ -&M 2 4 0 w (1. 5 
moOJ; Q. ftdftlL 1 3 5 ig ( 7 1 %) * op. 
1 1 3-1 1 5t (7oo -? jwn 

NMR (CDC*,)* ; 1. 10(t.3I.J-8li). 1.80(8, 
3H). 1.72-2.04(o. 2H). 2. 10 (dd. IH, J=5. 14Hz), 
2.24U.3H). 2. 46U.2H. J=8Hz). 2.76(s.3H), 
3. 97 (dd, IH, J-7. MHz), 4. 02(s.3H). 5.36<s. 3H). 
6. 99 (dd. IH. J=5. 7Hz). 7. 36-7. 76 (», 4H) . 7.92- 



?.?B80a 63-295588 (23) 

7.14Hz). 4.02(s.3H), 5.09U.2H), 7. 12 (dd, IH, 
J-6. 7Hz). 7. 36-8. 20 (o,6H). 9.20<b. IH) 
MS(o/e) ; 5 2 4 (M*) 

nfoto 8 

utttt 6 tmm<Di5&i; % <t&tou i o o ig 

(0. 1 7o.ol) iitf, j8Arn^y«l 1 5 
tg (0. 8 8 oool) JO). <b^«59, 5 0 ig ( 4 7. 3 
%) * op. 2 4 3 - 2 4 5 t (Mo*jpa-i 

NMR (C0C*,)d ; 1.36(t,3H. J-8Hz>, 1.80(8. 
3H), 2. 09 (dd, IH. J* 5. MHz), 2. 22(s, 3H), 2.51 
(q,2H. J=8Hz). 2. TO (1.31). 3. 94 (dd. 1H, J=7. MHz) . 
4.00(b,3H). 5.3K8.2H). 6. 95(dd. IH. J=5, ?Hz) . 
7. 36-7. 72 (o,3H). 7. 97 (dd, iH, J-2. 8Hz) . 8.05 
(dd.lH.J-2.8Hi). 8. 22 (dd. 1H.J-2.8Hi). 8.84 
(d, IH. J=2Hz) 

MS(o/e) ; 5 6 6 (M*-C0Bul) 

mmm 9 

ntom 2 turnout*? s nsm^ 1 5 0 ig 
(o. 2 4 000D * rnkamo, 8 5 ig ( 6 5. 5 %) 

8.36(a.3H), 8. 92(a. 1H> 
MS(o/e) ; 6 3 7 (M+l) 

nmm 1 1 

2 il&tolU 9 5og(0.15 

oool) «fc 0 ft$ti)12. 5 0 ig ( 6 0. 6 %) * op. 
2 9 4-2 9 6 t (?ao*;uA??|ga) ©fljfe 

NMR(0MSO-d.) J ; 0. 98(t. 3H. J=8Hz). 1.48-1.84 
(o.2H). 2. 02 (dd, IH. J=5, MHz), 2. 16(s.3H). 

2. 36(t,2H. J=8Hz). 3. 63(dd. IH. J=7. MHz), 

3. 96(8. 3H), 5. 06(8, 2H). 3. 38 (br. s. 1H>. 7.16 
(«d.lH a J-5.7Hs), 7. IB-7. 62 (o. 2H), 7.80-8.20 
(o. 4H), 8. 64(8. IH). 9.20(8, IH), 10. 04 (a, IH) 

MS(o/e) ; 5 5 3 (M+l) 
1 2 

ftdftM 7 On (0.3 oool) *;oo*aa 
I 0 o4 ICfcJUL* M if AT i y 0. 0 8 4 mi 
(0. 6000O *J!jd;U WC4 v fT + * 
0. 8 8 oi ( 1. 5 oool) *JlD;lSaTlB*M«Bi 
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£«9 ( I -l-2e; X=CO,Me, T=OAc. R*=Ac, R"= He) 
1 5 0 ig ( 8 0. 2 %) * op. > 3 0 0 t 

MS(a/e) ; 5 9 3 (M*-NHHe) 
i»«2i^«O^T, _t£<b£toM 0 «g 
(0. 1 7 fflno 1 ) £Q<t&to\2. 8 9 ig ( 9 3. 7 H) 

* «p. > 3 o o r <*o?fisffl> ©a 

LTHfc, 

NUR (CDC £ , + OKSO-d.) d ;2.2Ms.3H). 2.28 
<dd. 1H. J = 5. MHz). 2. 83(a, 3H), 4. 05(s. 3H). 
4. 96 (or. 8, 2H), 6. 93 (dd. 1H. J=5, 7Hz). 7,28-7.64 
(OH). 7. 84-8. 04 (b, 3H), 8. 84 (d, 1H. J=2Hz) 

MS(a/e) : 5 0 9 <y-NHUe) 

i 3 

1 2 tmmtoX&V. <b6fcK 1 7 Oag 
(0. 3 boo!) «*0> it&fa ( I -l-2e; X-CO.Me. 

T=0Ac. R'=Ac. R 4fc = Bt) 1 3 9 is ( 7 3 %) * 

MSdn/e) ; 5 9 3 (IT-NHBt) 

1H, J=5, MHz). 3. 20-3. 52(o, 1H), 4. 04 (s. 3H) . 
4.67(d, 1H, J=18Hz). 4.90(d. 1H. J=l8Hz), 
6. 80-8. 04<o. 11H). 8. 75<d, 1H, J=2Hz) 
MS(m/e) ; 5 0 8 (IT-NHaPh) 
1 5 

ft^ttl, 1 7 0 ng (0. 3 nnol) *THP 1 0 a i 
*«*tfft»l mi L, 's T > & 

* M 2 0« ( 1. 5 oool) l at* fa 

t*fT'£fr*ft£ft ( I -l-2d; 
X*C0,Ke . y=0Ac. R'=Ac) 1 7 8 ng ( 9 7. 3 %) 

* bp. > 300 roife^atiifc, 

MS(m/e) ; 5 9 3 (r-NH,) 

2 _t£<bGfc 8 0 mg 
(0. 1 3obo1) X 0<b£ttI6^ 3 4 *g ( 5 0 %) * 
bp. > 3 0 0 t<Dfcj|fe©;fc£ LTUfco 

NUR(DMS0-d.) * :2. lKdd.lH.J-5.14Hi). 2.17 
(s,3H), 3. 20-3. 63 (1H). 3.97(s.3H). 5.79(br.a. 
2H). 6. 40<s. 1H). 6. 97-7. 23 (m. 1H). 7.30-7.70 
(b.2H). 7.76-8. 10(m.4H). 8. 70(s. 1H). 8. 79(8. 



Wm 63-295588 (24) 

$m& 2 tm&HOX&V, ±K<fc£t*5 1 0 0 fig 
(0. I 6 bboD «fc *) <fc£ftM* B. 1 og (6 9 H) * 
op. > 3 0 0 t: (Tthy-^^JiOWISa) 

NUR (CDCi ,+C0,0Q) d ; 1. 16 (t. 3H. J=7. 5Hz) . 
2.08U.3H). 2. 31 (dd. ID, J=5, MHz). 3.04-3.28 
(3H), 4.0i(9,3H), 4. 15<d. 1H. J=l7Hz). 4.67(d. 
1H, J=l7Hz), 6. 80(dd. 1H, J=5,7Hz). 7.16-7.96 
(a.6H). 8. 44 (d. 1H. J=2Hz) 

«S(B/e) ; (K*-NHaBt) 

i 4 

ISfcfl 1 2 tm&QX&V. 1 7 0 Bg 

(0. 3oboI) X 0 % <t£tii ( I -l-2e; X=C0 3 Xe, 
y = 0Ac. R»=Ac, R ,b = Ph) 1 7 2 -g ( 8 3. 6 %) 
* «P.> 3 0 0 t(0»fe«9*iLTI5/:o 
HS(a/e) ; 5 9 3 OT-HHPh) 
£»H 2 .tK<b£fc 1 4 0 ag 

(0. 2 col) <fcOfc£&15. 7 lag (5 9M) * 
•p. > 3 0 0 LT15/: 0 
NUR (COCi ,+C0,0D> d ; 2. 16 (s. 3H). 2. 27 (dd. 

1H), 9.20(s. IK), 9.30(8. 1H) 
US(B/e) ; 5 0 8 (M*-NH») 
1 6 

itGVl i (01-1 ; X=C0,Ue . V=0Ac, R'-Ac) 
1 1 0 fig (0. 2 Bflol) t^DP/fyiO mi 
i:*»L, fcftTJfifbr* >; ~ o ^ i 3 3 ag ( i 

oaolK rtf j^oH K0.0 1 5 mi ( 0. 2 ra 
bo1)*/ID*. [SJSttKT 2 B*R8«# tfco * 1 0 
b£ *flU;lW«B*iadJ L> aSft6«*««T^# 

3)y;^7AM7^57^ - ( ^ a o * ;u A ) 
9 o a * *A - > ^ J X 0 WIS 
&*f7tttMfc£fol7, 6 0 og(5 0. 8 %) * bp. 
> 3 0 0 tOlfey 'JXASHTj|/: 0 t/:, 
<b^«3l8. 5 sg ( 4 %) * bp. > 3 0 0 t©»fe 
7 V *A|l<h LTHfc fl 

<b^«! 1 7 : NMR(C0Ci 9 ) <J ; 1.76(8. 3H), 
1. 09(dd, 1H. 5. MHz). 2. 28(s, 3H), 2. 52 (s. 3H). 
2.69(s,3H). 3. 93 (dd. 1H. J=7, MHz). 4.01(s.3H). 
5. 20 (s, 3H). 6. 89 (dd. 1H, J = 5. 7!lz), 7. 28-7. 72 (o. 
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3H). 7. 88-8. 24 (o. 3H). 9. 68(s. IH) 

HS(o/e) ; 5 3 4 (M+l) 

il&til 1 8 : NMR(CDC£ ,) * ; 1. 82U.3H). 
2.2l(dd. 1H.J*5. MHz). 2.34(s,3H). 2. 75 (s, 3H). 

2. B0(s. 3H), 2. 82(8. 3H), 4. 06 (dd. IH, J=7. 14Hz), 
4. 07(b. 3H). 5. 40(b. 2H). 7. 03(dd. 1H. J=5. 7Hz). 

7. 56(d. 1H. J*8Hz). 8. 01 (d, IH, J=8Hz). 8. 24(d, 
1H. J«8Hz). 8.25(d, IH. J=8Hz). 8.60(a, 1H). 

9. 84 (d, 1H. J=2Hz) 
HS(o/e) ; 6 3 6 (M+l) 

nnm 1 i 

<fc£«5 i (I - 1 ; I=C0.Me , y=0Ac. R'=Ac) 
3 3 0 ig (0. 6oool) t'/?Do^y30 a £ 
IC»»L. *fcT0£{k** ^0. 4 6 fll (4. 2 
fflaol ) ^ ';?oo>f ;p>f ;n-f jbfl, 1 lag 
( i. 2 oool) SflT 3 ftWatl* t,fc„ * 

NMR(0HS0-d.) <J ; 2. 08(dd, 1H. J=5. 14Hz). 2.15 
<s. 3H>, 2.70(a,3H). 3. 43 (dd. IH, J»7, 14Hz). 
3. 93(8, 3H>. 5. OKd. 1H, J=l8Hz), 5. 07 (d. IB. J- 
18Hz), 6. 39(8. 1H). 7.2l(dd. 1H. J«5, 7Hz). 

7. 38 (t. 1H. J=7Hz). 7. 51 (t. IH, J=7Hz), 7. 95(d. IH. 
J=8Hz). 8.01(d. lH.J'BHz). 8, 08 (d. IH, J=8Hz> , 

8. I0(d, IH, J=7Hz). 8.69(b.1H). 9. 92 (d. IH, J=2Hz) 
MS(o/c) ; 5 0 9 («♦) 

1 9 

£»«2 t®m<Dlj&?, 4b£«U9, 5 0 mg 
(0. 0 8 6 oiol) J: 0 <fc^«9 22. 2 0 tg ( 4 6. 8 % ) 
* op. > 3 0 0 V0fc&®%£ LTH/Jo 

NHR(DMSO-dt) <J ; 2. 00-2. 08 (a, IH), 2. 16(s, 3H). 

3. 12-3. 60 (a, IH), 3. 96 (s. 3H). 5. 06 (br. 8, 2H) ? 
7.08-7. 68(01. 3H). 7. 84-8. 28 (o. 4H) , 9. 80 (b, IH) . 

10. 16(8. IH) 
HS(o/e) ; 4 9 5 (IT) 

fgffifl 2 0 

2 t^tt©^ifcT> <fc£tt20. 12 lug 
(0. 2oaol) J: 0 4fc£lfc23, 5 1 ag ( 4 9 H) * 



»BH0a63-295588 (25) 

1 3 0 «g (37%) * ap. > 3 0 0 tOj»er>J 
XAffltLT^/to tfc* <fc6«320, 1 3 Oag 
( 3 5. 7 96) * up.> 3 0 0 tO«6«*ttT 

4fc£*& 1 9 : NMR(DIS0-d.) 6 ;1.72(b. 3H), 

2. 04-2. 36(n. IH). 2.25U.3H). 2. 6B(s.3H). 

3. 80-4. 08 (m. IH). 4.00(s.3H). 5. 43(a. 2H>. 
7. 20-8. 40(o. 7H). 9. 60(s. IH). 10. 16(b. IH), 

MS(o/e) ; 5 8 0 (B+l) 

<fc&«5 2 0 : NMR (DHSO-d •> d ; 1.72(s.3H). 
2.09-2. 16 (a. IH). 2.29(s.3H). 2.56(a. 3H). 
3. 80-4. 08(m. 1H>. 4.00U.3H), 5. 08-5. 44 (o, 2H) . 
7. 28-7. 48 (o. IH). 7, 88-8. 32 («. 4H). 8.56U. 1H). 
9.40(8. IH). 10.04(8. IH), 10.25(8. IH) 

MS(o/e) ; 6 0 8 (H+i) 
1 8 

(0. 0 8oool) XO. <fc6tt2K 3 Oog ( 7 0 %) 
* op. > 3 0 0 tG>*ifeltttll<fc Lt^fc„ 

op. > 3 o o r<o»fe»*i Ltft/:. 

NKR(OMSO-di) 9 ; 2. 06 (dd, IH. J=5. 14Hz) . 2.20 
(s. 3H>. 3. 50(dd. IH. J=7. 14Hz). 3. 96(s. 3H). 
5. 14(br.8,2H). 6. 56 (a. IH) , 7. 31 (dd. IH. J-5. 7Hz). 
7.92-8. 24(o. 4H). 8. 67(8, IH). 8. 84 (br. 8. IH) . 
9.77(8. IH). 10. 13(8. IH). 10.21(8. IH) 

MS(o/e) ; 5 2 3 (M*) 
9fttM2 1 

fo&mi, 2 0og<0. 0 3 3 -ool) tMo*^ 
A£*JWL. m-Mo«$fit»2 5og (0.15 

oood * 1 HtM^ae 2*ftiju 3«fiflfiottsa 

a*vuy^*H?o^K?7-f - (?o 

o * A ) |C T fll » C * ? o o * * A - x - f JU 
T»ttfl*fTtt^. (1-1-4; X*C0,Me . 

T*0Ac. R*=Ac, R'*=Me) 1 0 ig ( 4 8. 0 % ) * 
op. > 3 0 0 tO«feR*HTHfco 

NUR <CDCi,)6 ;1.79(s.3H). 2. 09 (dd. IH. J= 
5.14Hz). 2. 26(8. 3H>. 2. 40(s, 3H). 2. 70(8,3H), 
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3.94<dd. 1H.J=7. 14Hz), 4.00(OH), 5.34(8.2H>, 
6.98(dd. 1H.J=5.7H*>. 7. 20-7. 70 (a. 3H). 
7. 92-8. 20 (o. 3H), 8. 90(d. 1H. J=2Hr) 
MS(m/e> ; 6 1 0 (1*1) 

2 ±!8fk£toL 0 g 

(1. Bono!) J: !Mfc£t3j24, 0. 3 ( 3 8. 8 %) * 
"P. > 3 0 0 t (;ou * jua J; g SlKffl) (0$ 

NKR(0MS0-d«) £ ; 1.9T(dd.lH, J»5,14Hi), 2.12 
(s.3H). 3.35(dd. IH. J=7. 14Hz). 3. 92(s,3H). 
5.0K8.2H), 6.32(8. 1H), 6. 88-7. I6(o. 2H). 
7. 28-7. 64 (o.2H). 7. 72(d. IH. J*8Hx). 7.80-8.20 
<o,2H). 8,60(8, 1H>. 8. 71(d, IH. J=2Hz). 9,10 
(a. 1H) 

HS(o/e) ; 4 8 I («♦!) 

n&&2 I i!S!«©;&&-C?<b£ft20. i a 2ig 
(0. 3oool) J: t)H&m ( i -1-4' ; X-C0,Me . 
y-OAc, R'=Ac. R'*«H> 8 0 tg ( 4 2%) 

ttfctMfcT AfcfcfcfloJU *uo*,ua 

ATlfciiLfc. »0*»£ETS£L. 
*y**9A^P7f^?7-( - ( 9 o o * JU A ) 

Ufktrfttl^. ft£«?26, 4 5 ig (45.3%) *o P . 
2 9 3 - 2 9 4 rOWfeltttfli LT$fc„ 

NHR (CDC £ i + 0MS0-d«) J ; 2. 05 (dd. 1H, J=5. UHz), 
2.16(e,3H>. 3. 00-3. 50UH). 3.92(s,3H). 3.96 
<s.3H). 5.03(br.s.2H). 6. 96-8. 12<o. 6H>. 8.54 
(br. 8. Ifl). 8. 92(d. IH. J*2Hz> 

MS(a/e) ; 4 9 8 <M*l) 
3S»0I2 4 

n*m 2 3 ifsj«a>^tt"c> itsmi. 9 6 

(0.2moO **Va 3<fcx*;uJ: 0 <b^«f 27^ 
7 5 8g (73.5%) *»p. 2 8 3 - 2 8 Br {9 
o a *;ua|C J; OH*!®) ©»fe*ti*S<!: 

NHR (0MSO-d t ) J ; 1.46U.3H, J*7Hz), 2. 03 (dd. 
1H. J=5. UHz), 2, 18(8. 3H). 3.96(s.3H). 4.20(q. 



mm 63-295588 (26) 

NHR (CDC£ .) ; 1.84U.3H). 1. 96-2. 40(«.1H). 
2.28(8.3H). 2.76(s.3H). 3. 84-4. 12 (■. 1H). 
4.02(s.3H). 5.36(s.2H). 6. 72-7. 08 <o. 1H) . 
7. 24-7. 64(o. 3fl). 7. 76-8. 08(o. 2H). 8.48U.2H), 
9. 01 (d, lH.J=2Hz) 

2 t&mnx&v. J:e<k6tt8 o t? 

(0. 1 3 nnol) Jl 0 <l&m$ 1 OagU 5 ft) * 
•P. > 3 0 0 t©3tfett*£ Lt^/:, 

NHR ( DMSO-d •) 8 ; 1. 97 (dd, IH, J*5. 14Hz) , 2.10 
(s.3H). 3.00-3. 50(1H). 3.92(s.3H). 4.94U.2H), 
6.23(8.1H). 6.80-7. 12(o. 3H). 7. 35 (d. 1H. J=2Hz). 

7. 65(d, 1H, J=8Hz). 7. 76(d. IK, J = 8 H z) . 8. 46(s. 1H). 

8. 67 <d. 1H, J=2Hz), 9.03(8, 1H). 9.20(s. 1H) 
MS(*/e) ; 5 0 0 (H + l) 

2 3 

DMF loi |C 5 QHfcMitt t l ) 0 A 3 8. 4 
■g (0. 8oool) *ftTft£&24. 
9 6ig <0. 2oboI) 0QHFfc«2 altrtiatZo 
2 0 »ttPJfl*|cr 3 *{t> * ;u0. 0 1 3 ol 
(0. 2oool) tfti* 1 SfflWffLAio KIS*7«* 

2H.J*7Hz), 5. 07(8,2H). 6. 36(s. IH), 7.07-7.28 
(o.2H). 7. 32-7.68(«.2H). 7. 80-8. 20(o. 3H). 
8.64(8. 1H). 8. 91 (d. IH. J=2Hz) 
MS(o/e) ; 5 I 2 (MM) 

2 5 

$»0!2 3 iH«©*flfe-C. <b£«5 24> 9 6ig 
(0. 2 mo!) * XO 1 - 3- K/d><^J:0 

28, 6 0 Kg ( 5 7. 1 %) *op. 228-230t 
(* □ a * ju A£ J; 0#|gfa) ©fflfeltttfliL 

NIR(DHS0-d.) J ; 1. 07 (t, 3H. J=8Hz> . 1.72-2.24 
(OH). 2. 16U.3H). 2. 90-3. 40(1H), 3.94(s.3H). 
4.08(t. 2H. J=7Hz), 5. 04 (br. 8. 2H) . 6.34(8. IH), 
7. 00-7. 24(0. 2H). 7. 32-7. 60(o. 2H). 7.78-8.16 
(o.3H). 8.60(8. IH). 8. 87(d. lH.J=2Hz) 

iS(o/e) ; 5 2 8 (M+l) 
Hfofl 2 6 

2 3 i^ao^ttTf, ftd«m« 9 Big 

(0. 2oool) *<fctf2 -3- V?o'<yjLQit&to 

29, 4 0 ig ( 3 8%) * op. 2 1 3 - 2 1 4. 5 
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NHR (DMSD-d •) 6 ; 1.35<d.6H. J=7Hz), 1. 99 (dd. 
lH.J-5.MHs), 2. M(s. 3H). 3. 00-3. 52 OH) . 

3. 92 (s. 3H). 4. 48-4. 80 (a. 1H). 5. 02 (br. 8, 2H) , 
6.32(br,a. 1H). 7. 00-7. 24 (o. 2H) . 7. 32-9. 64 (o. 
2H). 7.72-8.20(0. 3H). 8. 60 (br. s, 1H), 8. 87(d. 
1H. J=2Hz) 

HS(o/e) ; 5 2 6 (U>1) 
Sffift 2 7 

n%m 2 3 tmoKDX&v. ft6«*24, 9 6 ■? 

(0. 2 omol) isJiV 1 - 9 - * ± D<fc£ti530> 

3Sig < 3 2. 5 %) *o P . 1 6 6 - 1 6 8 V K9 

NMR(DMS0-d.) d ; 0. 99(t. 3H. J=7Hz), i. 32-2. 24 
<o.5H). 2. 16(3. 3H), 3. 16-3. 52UH). 3.93(b.3H). 

4. 12U.2H. J=8Hz), 5.03(br.s,2H). 6.33(a,lH), 
7. 04-7. 28(b. 2H>. 7. 28-7. 68 (a, 2H). 7.70-8.20 
<o,3H). 8.60(8. 1H), 8.89(d, 1H. J-2Hz) 



HGSB3 63-295588 (27) 

MS(o/c) ; 5 4 0 (M+l) 
2 8 

tt£1$Jl9. 2. 5 1 g (4. 3onol) * / 9 / - * 
20 aU'iC/^o^i-MflO o£0)&£& 
flUcfcJWL, *ft.T;k*ft* 9 MJ 9 A 488 
ag ( 1 2.4aaol) *JojU 3fl«CT3 0£«ff 
Lfco 3N£R*«tt*aD;L pH2<!:U #«J9 

«ftft»LTJR*8»7/^ j,* ATftfilfc, 
«»*x-t JH? ► 9f ffc£fo 3 U 

1. 8 g ( 7 2 96) * op, 2 7 0 - 2 7 7 t 

fee*** unfc, 

NHR (CDC It i+CDi0D) 0 ; 1. 80(s.3H). 2. ll(dd. 
lH.J-S.MHs)', 2. 26(s.3H), 2. 64(8. 3H). 3.93 
(dd. 1H. J-7. MHz). 4.03U.3H). 4.86U, 2H). 
5.22<8,2H), 6. 99<dd. 1H. J=5,7Hz), 7.40-7.72 
(o.4H). 7. 80-8. 08 (a. 2H). 9.04U. 1H) 

HS(o/e) ; 5 8 1 (M*) 
2 9 

<fc£!3s3k 5 0 0 ag (0. 8 6 oaol) ^od*;i 



a 3 0 o £ IC L , x^f 6 4 ai 

(8. 6oool) tiyA^r-^^^ll 9 9 
U (0. 8 6 oaol) tm^aflT28»railffL/i. 

7^57^ - ( 5 9*ttKx*yp- h k: 
ttL, <fc£ft32. 3 4 0 ag(6 3 96)* ap. 1 8 1 

NHR (CDC*,) * ; 1.28U.3H. J=8Hs), 1.76(8, 
3H). 2. 11 (dd, 1H. J-5, MHz), 2. 26 (a. 3H). 2.53 
(q.2H. J=8Hz). 2. 80(8. 3H). 3. 97 (dd. 1H, J-7, MHz), 
4.00(b.2H). 4.0K8.3H). 5. 36 (s. 2H) . 7. 02 (dd. 
lH.J-5.7Hs). 7. 14-7. 80(o,4H). 7. 92-8. 20<a. 2H) , 
9. 13(8. 1H) 

MS(o/e) ; 6 2 6 (IT) 
3 0 

(fc£«932, 1 2 5 ag(0. 2oool) *tt»x* )\,\z 
*»t?*--7 <r;u 2 0 0 7 B*Rfift] 



»B*»ETS£U <t£«3 33. 1 1 6 ig(i 0 0 
96) ^ttHfett^i LT^/to 

NHR (CDCf ■)* ;t.75(s.3K). 2. 04 (dd. 1H. J= 
5.14Hz). 2.20(a.3H). 2. 48U. 3H). 2. 61(8. 3H>. 
3. 86 (dd, 1H, J=7, 14Hz) , 3.99<a.3H). 5.08(s.2H). 

6. 91 (dd, 1H. J=5. 7Hz). 7. 16-7. 64(o. 4H). 
7.80-B. 04(o.2H). 8. 80 (a. 1H) 

HS(o/e> ; 5 6 6 (M*) 
3 1 

ntoto 2 tmmoismv. <t$m2. 8 o «(o. 12 

ooo!) <fcD<fc£«534. 5 0 ag (7 7 96) * bp. > 
3 0 0 rtDfcfe* 'JXAffliLTH/:, 

NMR (CDCi.M ; 1.30U.3H. J-8Hz), 2. 12(s. 
3H), 2. 54(q. 2H, J = 8Hz). 2. 97 (dd. 1H. J-5, MHz). 
3. 63 (dd. 1H, J-7, MHz). 3.80(a. 2H). 4.08(s.3H). 
4.37(d. 1H. J-UHz), 4. 59 (d, 1H. J-18Hs). 5.28 
(s. 1H). 5.56(8. 1H), 6.79<dd,lH.J*5.7Hz). 

7. i2-7.70(o. 4H). 7. 80-8. 12 (a. 2H). 8.60(s. 1H) 
HS(o/e) ; 5 4 0 (MM) 

ni&& 3 2 
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fSifcfl 2 tmmoij&V. {t£tt33, lOOag 
(0. I 7aool) XK>s <k&&35. 7 0 ig (8 296) 
* op. > 3 0 0 t©fc»fet&*£ LTUfco 

NHR (CDC £ ,) <3T ;2. 12U.3H), 2. 38(s. 3H). 
2. 95(dd, 1H, J=5. MHz). 3. 48 (dd. 1H. J =7. MHz), 
4.04(s.3H). 4. 24<d, IH. J=18Hz). 2.48(d.lH.J* 
18Hz). 5.42(6, 1H). 5.75(8. 1H). 6. 78 (dd. 1H. J= 
5.7Hz). 6.94-7.20(o.2H). 7. 28-7. 62(o. 2H), 
T.BMdd. lH.J*2.8Hi). 8. 00 (d. IH, J=8Hz) . 8.40 
(8, 1H) 

MS(o/e) ; 4 8 1 (K*) 

3 3 

<fc&0534. 9 0 «g<0. 1 6 6100I) *9 o o * * 
*5 o£ C*JW t, m-* o oasi#8 2 9 ns 
(0. I 6 6 oool) *flD*, «*TSflT2^WHI 
tfLfca KB*****!'/ ttfcfcfc 
L»*a«^ /*VOAT?«tt 
LfZo 's V t> Y Jl> ? ± 9 * ^ > 7 3 7 4 

<t£«&36. 6 0 *g ( 6 5 %) *op. > 3 0 0 r © 

NMRUOCi ,-DNSO-d.) 9 ; 1.96-2, 30 (a, IH). 
2.20(s.3H). 3, 12-3.60(o. 1H>. 4.00(a.3H). 
5. 04<a.2H), 6.36(s, IH), 7. 04-7. 24(o, IH) . 
7. 36-8. 22 («. 6H). 8. 64 (br. 8. 1H) . 9. 4B(br. s. 1H) 

MS(o/e) ; 5 4 7 (H*) 

3 5 

£*0!4T&£nS{b£1Sjd 3 0 0 tg(0. 6 moo I) 
*THP 9 0 ol *XVM 1 0 of ©S^«ttElC» 
>f^tK5f>0.32 oi ( 6 oool) * 

D7 ^77^ - ( 1 % / 9 J - ;u/ ? D o * ju 
±) ICTItttU {fc£&38, 1 2 6og<4 0 %) * 

N»R(DMS0-d.) 6 : 1. 92-2. 36 (1H). 2.03(s.3H). 
2.23<s.3H), 3. 08-3. 60(1H). 3. 12(a.3H). 5.00 
(s,3H), 6.92-7. 18 (n. M). 7. 20-7. 60 (a. 4H) . 
7. 72-8. 28 (o. 3H). 9. 24(d. IH. J=8Hz) 

HS(o/e) : 5 2 4 (M*l) 



»BBe3S3-295588 (28) 

NMR(DHSQ-d.) d ; I. 25(t, 3H. J-7Hz). 2.03(dd. 
IH. J*5, MHz). 2. 15(8. 3H)/2. 64-2. 86(0, 2H). 
3.36-3. 4Kb. IH). 3. 92 (s. 3H) . 4. 11 (d. 1H.JM3H*). 
4.28(d. IH. J=13Hz). 4. 97 (d. IH. JM8Hz) . 5. 03(d. 
lH.JM8Hz). 7. 13 (dd. lH.J-5.7Hz). 7. 36 (t, IK. J 
«7Hz). 7.44(dd. IH. J=i. 8Hz). 7. 48 (d. t. IH. J-l f 8 
Hz). 7.90(d, IH. J=8Hz), 7. 94 (d. IH. J=8Hz). 
8.62(8. IH). 9. 15(8. IH) 

IS(o/e) ; 4 8 0 (M*-S(0)Bt) 
3A9I3 4 

K 2 5 2 , 9 3 ■« (0. 2 oool) * tT «j J> > 3 0 £ 
\z&m U *&TA* 0. 0 2 4 •£ (0. 4 8o0ol) 

THF*jB;U 5«f*«lthHA**tt, 

fcttt*»ttt*ttfiET«£ L/Cc BlttTHPifJ; 
Cf > ^ / -JHCJ: 0««fll*fTt£P> 4fc6fc37. 
7 0 w ( 8 4 %) *»p. 2 5 1- 2 5 2 t©»« 
fet»*<2: LTfcfc. 

3 6 

#*«4T»^nU^d 3 0 0og<0. 6 oool) 
* XV 7 «J '/y^f;nxf JUtim 7 5 3 «g 

(6 oool) *THP 90 o£*«fctf*l 0 o£0« 
£«ttlC»#U Mxf^Tty0.84 of* 
Jo*gfiTia«8SLfca 

o7K?7y - ( I %* 9 J - */ 9 o o * su 
A) ICT«»L, <b^W39, 8 7ag(2 6 %) *n 

NHR (C0C£,)<J ; 1.72(a.3H), 1. 92-2. 50 <1H) . 
2. 40(8. 3H). 3. 68-4. 52(o, 3H). 3.82(s,3H). 
5.02(hr.8.2H), 6. 96-8. 20 (0. 8H) , 9.3i(d, IH. J= 
3Hz) 

KS(o/e> ; 5 6 6 (M*). 
SJftfl 3 7 

3.6 «#«4r»^n 

5<fc£«5d 5 0 0 ig (0. 9 7 oool) is XVI -7 
a »J >^>i;jH7f i^»«l2. 2 7 g (9. 7 oool) 
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XO. ft£«MO, i 9 5 eg (2 9%) *ap, 202 
- 2 0 5 t<Oi6R3fei IX&fZo 

NNR (CDC£,)J ; 1.52(b.3H). 1. 80-2. 50 (d. SH) . 
2.36(e. 3H). 3. 08-3. 52(o. 2H). 3. 84-4. 30 (a, 2H). 
4. 64U. 2H>. 5. U(d, IH, J*13Hz), 5.31<d, IH, J= 
13Hz). 6. 98 (dd, IH. J=5, MHz), 7. 16-7. 60 <o, 5H) , 
7. 70-7. 96(o. 2H). 9.32(d. IH. J=8Hz) 

HS(o/e) ; 6 8 3 (M*) 

nmmz 8 

ffc^WMO, 1 3 2 ag (0. 2 oaol) *DBP5 oi C 

Bit* 9 ******* o-r 1-/9 7 < - (? 

9 0:10:0. 5)Ct««L, ft£fc41> 8 0 
ag<67 96) * op. > 3 0 0 tO««fe^i UT 

NMR (DBSO-df) J ; 1. 66 <s. 3H). 1. 88-2. 36 (o. SH), 
2.49U, 3H), 3. 20-3. 60 (a. 2H), 3. 95 (dd, IH, J=7, 14 

nmm 4 0 

K 2 5 2 , 4. 6 7 g ( 1 0 oool) *7HP4 0 0 oi 

O J* 0. 3 8 g (10 aool) OTHP «tt 5 0 of * 
to*., HoiaiCT 1 P*K«*Lfc. 3N«I«*» 
**»iL pH 2 i l» * 7 4 h (11^^ % 

y;^7A?D7K77^ - (7au*jbiO 
ICTWRL. <fc£1fc43> I. 5 6 g (3 5.7M) '* 
op. > 3 0 OtOftSER^i UT^/To 

N HR (C0C i » + 0MSO-di) <J ; 2. 04-2. 48 (o. 1 H) . 
2. 24(8, 3H). 3. 08-3. 76 (IH). 4. 90 (br. s, 2H) . 
6. 91(dd, IH. J=5. 7Hz). 7. 08-7. 60 (a. 5H). 7.76- 
8.08(o,2H). 9. 19(d. IH. J=8Hz), 10. 10<s, IH) 

MS(o/c) ; 4 3 7 (IT) 

4 i 

ffc£t&43, 1 O Oig (0.2 3 oool) *THP 5oi 
*XVfcQ. 5 oi £«HL« * K o * U »T i V 
7 9 ag (1.1 oool) *to* 1 BflfftLfc, 



»B8Da 63-295588 (29) 

Hz), 4. 12-4. 50 (o, IH). 5.04(s.2H). 7.00-7.70 
(o.SH). 7.86(dd, IH. J=2.8Hz). 8. 00-8. 24 (o. 2H) . 
8.61(8. IH), 9. 23 (d. IH. J«8Hz) 
MS<o/e) ; 5 9 3 (a+l) 
3 9 

(fc&fc39, 8 7 ag (0. 1 5 oool) *THP 5 oi \Z 

(0. 6 8 aool) *to*£aT2B*Mtt*it,fco 
3Nfc«*»tt*iD* P H2<ifcL, 

o?K57^ - ( ? o d * * / > * y - ;u / 
28HTy*-7* : 90/1 0/5) KTWJSU 
<fc&«M2> 2 7 ag (35%) *ap. > 3 0 0 tOjS 

NMR (DMSO-di) 0 ; 1. 98-2. 36 (0. IH). 2.20U.3H), 
3. 08-3. 50(1H), 3. 88-4. 04(o.2H). 5. 03 (br. s. 2H). 
6.53(8. IH). 6. 90-8. 24(a. 6H). 8. 52-8. 80(o. 2H), 
9. 26(d. IH. J=8Hz) 

MS(o/e) : 5 1 1 (M+l) 

»h*«ets£u mm** v ay** y ±9 

07^57^ - (196>?y-;u/?ao*>u 
A) CT»KL, (fc&«5 44, 8 5 ag (82%) * 
ap. 2 4 5 - 2 5 6 
H«R(0«SO-d.) 0 ; 1.98-2.30(0. IH), 2.20U.3H), 
3. 16-3.70(o. IH). 5.03(a.2H). 6. 84-7. 08 (o. IH). 

7. 16-8. 20(o, 8H), 8. 5B(s,lH). 9. 26 (d. IH. J=8Hz) 
HS(o/e) ; 4 5 2 «•) 

n&M* 2 

Hftft 4 1 il^aC^ttT, ffc£«343, lOOag 
(0. 2 3oool) *J:y-t S KJfi«Jfii28 
ag ( 1. ! oool) J: rj , ft£«M5* 7 5 ag ( 6 6 % ) 
* op. > 3 0 0 tO»»at9^«!: LT&fco 

NHR (DMSO-d.) ; 1. 90-2. 36 (IH) , 2.08(s,3H). 
3.00-3.6QOH). 5.00U.2H). 6. 96-8. 20 (o. 8H). 

8. 56(br.a. IH). 9. 22 (d. IH. J=8Hz) 
MS(o/e) ; 4 9 5 (aVl) 

nfoft 4 3 

fg»9H 1 £Ett®3£T. {fc£&5 43, 8 7 ag 
(0. 2oool) * J:Cf T W 4 r T^f'i'&8£264 
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«g ( 1. 0 oool) <t 0 . <t&&46, 6 0 ig ( 6 0 %) 
* bp. > 3 0 0 r ©fc»a©*£ LT»fc„ 

NMR (DMSO-d,) J ; 1. 96-2. 30 (o f IH), 2.15(s.3H). 
3. 04-3. 64(o. 1H). 5. 02 (br. e. IH). 6.44(s. 1H), 
7. 00-8.20<o.8H). 8.60U. 1H). 9. 22 (d. iH. J«8Hz) 

MS(o/e) ; 4 9 4 (M+l) 

smph 4 

4 l ±&m<D?5&V . ft£05 43, 8 7 og 

(o. 2 won *j:yz-tK^;;-2-( ? ^ 

ViIVA4fc**S*l8 1ig (i. Oanol) X 0 . 
<t&toiU 5 5'og ( 5 3 H) *op. > 3 0 0 t©ft 

NMR (OMSO-d •) 8 ; 1. 68-2. 30 (a, IH) . 2.08U.3H). 
3.00-3.70UH). 5. 00(8. 2H), 5. 96 (s, IH). 
7.00-8. 12(o. 8H), 8, 56 (s. IH). 9. 21 (d. 1H. J=8Hz) 

MS(o/e) ; 5 2 0 (B+l) 
4 5 

nmm 2 3 t&mnx&vK 2 5 2 > i84«g 

(0. 4 oool) *£UB O <t/*H>X 0 . 4fc61fc48, 
3 8 ig ( 2 0 H> *op. 3 0 0 - 3 0 2 

(o.2H). 9. 00(d. 1H, J«8Hz) 
MS(o/e) ; 5 0 1 (M*) 

nmw 4 7 

**«8T?^^n6 4k^«5h 1 2 0 og (0. 2 7 
oool) *DKP 5 o£IC»JWt. *ftT*:f*;u* 
-*«M < ^-/- * 9 8 og (0. 5 5 oool) *fcj* 
^SfltlCT 1 B*Mtttf Lfco S««*ICTHP3 Ooi 

1 2 0 og ( 9 3 96) * op. > 3 0 0 tCDfc»fet& 

NMR(DMSO-di) 8 ; 2. 10-2. 64 (o, IH) . 2. 32(s, 3H). 
3. 00-3. 52(o. IH), 4.05(d. 1H. J-lIHz). 4.38(d. 
IH. JMlHz), 5. 02(8. 2H). 6. 96-8. 16 (o, 7H) , 
8.60(8,1H), 9. 21 (d, IH. J«8Hz) 

MS(o/e) ; 4 8 1 (M*I) 
nteto 4 8 

<t ^ tft 50^ 8 8 og (0. 1 8oraol) *0MP 2 aZ \Z 
8WU 37<b>*;u0. 1 o* */)0X.3fiT2. 5 



HB3H3 63-295588 (30) 

NMR (CQC*,)<J : 2. 23 (dd. IH. J-6. 13Hz). 2.20 
(8.3H). 3. 12(8. 3H). 3.28-3. 48(o. IH). 3. 37 U, 
3H). 4. 04(8. 3H). 5. 00(s. 2H). 7. 03 (dd, IH. J = 6. 8 
Hz). 7. 28-7. 64(o. 5H). 7. 88-8. 08 (a. 2H). 9.46 
(br. d. IH. J=8Hz) 

MS(o/e) ; 4 9 5 <■♦) 

nmm 4 6 

K 2 5 2 > 4 6 7 og ( 1 oool) * 9 a a * ji a 
20 o£K»#L, N-?oas/%?K4*K 

1 3 3 og ( 1 oool) i> & I B N 1 6 4 og 
(loool) *fti;U 3BtMto&&9Lltz 0 »k* 

49. 229og(48H)*op. 125 - 129 t©&»&8* 

NMR (CDC i t) d ; 2. 20(s, 3H). 2. 68 (dd. IH. J = 
5. 14Hz). 3. 43 (dd. IH, J = 7. MHz). 4. 12(s. 3H). 
4. 88(d. IH. J=15Hz), 5. 04 (d. IH. JMSHz), 6.87 
(dd. IH. J=5.7Hz). 7. 24-7. 64(o. 5H). 7.84-8.00 

CrilWL. {fc&to5U 1 4 og ( 1 5. 7 %) * 
op. 2 2 3-2 2 5t<D»fe&*£L-C8fc„ 

NMR(DMS0-d.) 8 ; 2. 08-2. 44 (o. IH). 2.24U.3H). 
2. 30(s. 3H). 3. 20 (dd. IH. J=7, MHz). 4. 06(d. IH. 
J=UHz). 4. 57 (d. IH, J=14Hz). 5.02(8.28), 7.12 
-8. 20(o,7H), 8.63(8. IH). 9. 24 (d. IH. J=8Hz) 

MS(o/e) ; 4 9 4 (8*) 

nmm 4 9 

*#fl5t?8£n<&<t£«je 8 7og (0.2 oool) 

*s7 n*<y 1 0 4 og ( 1 oool) is&U* y 7 7 - 
x^* ^« 1 0 og*flo;l> 2^Wto»a«t/io 

\ m a - i 1 9 j ->\>/9 d o *ju/o 

ICT«8SU, <fc£fo52. 6 Bog ( 7 i. 5 %) *ap. 

2 7 8 - 2 8 0 t©»»a©^iLtflfc 0 
NMR (C0C £ j) J : 1.14(8. 3H). 1.40(s.3H). 
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2.24<s. 3H). 2. 41<dd. 1H.J=5. MHz), 2.82(dd. IH. 
J=5. 14Hz). 4. 05 (d. 1 H. J=10Hi>. 4. 49(d. IK, J»10 
Hz), 4.96U,2H). 6.68(dd. IH. J=5.7Hz). 7.24- 
8.20U.7H). 9. 40-9. 60 (o. 1H) 

MSU/e) ; 4 7 9 «•) 
Htt0!5 0 

K 2 5 2 , 4 6 7 ag< 1 mol) * T * Y - Y 'J JU 
10 oi *3^Tf Y 57^to*08 

- Y o-*A l 3 3« ( loool) <-ftii3^ra^ 

CTfllStiK <fcG&53, 5 0 v ( 1 0 96) *op. > 
300t<Dlt&8;fc<i: LTUfc. 

NHR(0MS0-d.) a ; 2. 12(dd. 1H. J=5. 14Hz), 2. 16 
U,3H). 3. 45 (dd, IH. J-7. 4. MHz). 3.94<b,3H), 
4. 99(d. 1H. 18Hz). 5. 06 <d. IH. IBHz) , 6. 44(8. IH). 
7. 26 (dd. IH. J=5. 7. 4Hz), 7, 39 (t. IH. J=8Hz). 
7. 53(1. lH,7Hz). 7.96(d. IH, 8Hz). B.08(t.2H.J= 
8Hz). 8. 31(dd, IH. J=2. 4, 7Hz), 8.77(a. 1H>, 
10. 09(d. IH. J=2Hz) 

**fl5-Cf#*n*tt&&e. 43.9ig (0.1 
oaol) *DMP IbUC&ML* N-^i^u** 
>s13 9 'sytefcm 4 0 ig (0. 1 oaol) 

HJiCf Y n x + JUT i V 0. 0 1 6 ill ( 0. 1 2 boo!) 
*JD* 1 OOtTl B*B8«#Lfc 0 5£#**tt 

?a^H7^ - < 2 96 > * / - ^/ ? ° a * 
ICT«»L. <k£«3 5 5, 3 Qog ( 4 8 96) 

NHR(CDC£,)J ;2.0l(s.3H). 2. 80-3. 40 (■. 2H). 
3.92-4. 80(o.6H). 5.04(s,2H), 5. 40-5. 80(o, 3H) . 
6.50(o.lH). 8. 80-7. 62 (», 10H). 7. 76(d. IH. J=8Hz). 
7. 98 (d. IH. J»8Hz). 8. 56(d. IH, J=8Hz) 

KS(o/e) ; 6 3 1 (H*0* 

nmw 5 3 

tt£05 5 5 , 6 Oag ( 0. 0 9 5onol) *DMF 
1 ciU x * ; 1 0 alK«J*U 1 NlfittO. 1 5 

a«T4 o rr i o#BafflffLfc 0 SK*«[*t 



1*13111363-295588 (31) 

MS(a/e) ; 5 1 2 (IT) 
3lttft5 1 

K- 2 5 2 . 9 3 ob (0. 2 aool) T H F S n 1 
V 0. 1 7 «l (2 uool) *JqjU (STflfleiCT 2 R*M 

»#tfc 0 o^r* i ai^ao* 7 o rcr 1 Bfrfffl 
RJ5*tt*ttfoav***tt, tea** 

»8*«ETS£L, Slfil^-V 'J t) Y ju/j 7 t> 9 
o |-/57< - ( 2 96 > 5 / - ^/ £ o u * ju 
^) TWKL. <k6to5 4 , 8 5 >g (7 7 96) * 
■p. 280-285 tOjS&R^iltUfc. 

NHR (DMSO-d.) <J ; 2. 17 (dd. IH. J=5. MHz), 2, 18 
(8.3H), 3. 92<dd. IH, J=7, MHz). 3. 94(s,3H), 
5.28(d. IH. 18Hz). 5. 34 (d, IH, 1 8 Hz) . 7. 22 (dd. IH. 
J=5, 7Hz). 7,32(t, IH, J»7Hz). 7. 42 (t. IH. J=7Hz). 
7.50-7. 58 (a. 2H). 7. 95- 8. 01 (a, 3H) , 9.06U. 
IH. J-8Hz) 

MS(a/e) ; 5 5 4 U+l) 

%&m 5 2 

5 A Y *3 Lfcfc^fclc:* 1 5>l*i0JLfc o 

<fc£«5 5 8 , 2 3 ig ( 4 9 96) *8fco 

NMR (OUSO-dt) 9 ; 2. 00-2. 40 (a, IH). 2.24(s,3H), 

3. 00-3. 60<o, IH). 4.03(8.2H). 4. 61(o.2H). 5.03 

(br. s.2H), 6. 00(8, IH), 7. 00-8. 16 <o. 8H), 8.60 

(br.s. IH). 9. 22(d. IH. J=8Hz) 
MS(«/e) : 4 9 7 (M*l) * 

n&m 5 4 

*3f9!5T»ijn6ft^«Je, 4 3 9 ig(loool) 
*0 o o **a 2 OalCfcJKL. M-O-Tt' 
^A-D-^A - fl>* 1. 3 6 g ( 5 oaol) 
y N B S » 6 2 3 Kg ( 3. 5 aaol) * to * g E « # 
T8B*Nia«>LA: 0 INftKStF 

tH*y^*5A^o7K57^ - (196> 

t* (XX! ; Y=0H, R . =R 3 -R,«H. H,«Ac) 3 6 0 m 
( 4 6 96) 
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MS(o/e) ; 7 9 0 (M + l) * .7 9 2 (ll+l) * 
J:!E/ 'J 3 <✓ Kt*. 2 8 Oog ( 0. 3 5 aool) * 

Mfcx^OnlfcBSd-tKAIBN 6 0 og 
(0. 3 5 oool) *J:a**ft Y 'J 7" f- ;u a 0, 4 9 

ol ( I 7 5 oool) *fia*.B OtTI ^Wm^Lfco 

tA: 0 J' U * yiU* 9 A 9 o -ar K $r 5 7 , 

t. il&to 5 7, 7 0 eg (28%) *8fc 0 
NMR(DHSO-di) J ; 1. 75-1. 83 (a, 1H), 1.95-1.99 

(o, IH), 2. 00U. 3H>, 2.03(8. 3H), 2. 04(s. 3K). 

2. 15(s. 3H), 2. 40-2. 44 <o, IH), 3. 10(dd. IH, J*7. 5. 

13.5Hz). 3. 84 (d, 1H. J=IOHz). 3. 89-3. 93 («. IH). 

4.07-4.11 (o.2H), 4. 19(d. IH, J-lOHi). 4.26- 

4.30U.2H). 4.88-5.18 <o.5H). 5.64(s.lH). 

7. 00 Cdd. IH. J=5. 5. 7.5Hz). 7. 25-7. 49<o. 4H). 

7. B0(d. IH, J*8. 4Hz).7. 97(d. IH. J=8. 4Hz). 8. 04 

<d, IH. J=7. 7Hz), B. 6 (s. IH). 9. 19 (d, IH, J=8Hz) 
USU/e) ; 7 1 2 (M+l) * 



tfBSOa 63-295588 (32) 

nmms 5 

<fc£«! 5 7 . 5 0 tg (0. 0 7 aool) *TH P 

2. 5ol*J;Cf/ 9 J -*0. SoKDfcafcflUCfcB 

5 7 < - (l 096/*y-;u/?ua*juA) ic 
T*»U <t6fc5 8 , 8ig ( 2 0 96) *t$fc 0 
NMR (DMSO-dt) J ; 1. 46-1. 54 (o, IH). 1.98(dd, 
lH.J-5.14Hi). 2. 10-2. 20(». IH), 2. 15(s.3H). 

3. 02-3. 21 UMH). 3.45-3.58(0, IH). 3.75-3.82 
(o.2H). 4. 21 (d. IH. J«10Hz), 4. S4(t. IH. J«8Hi). 
4. 70-4. 73 (a, IH). 4. 92 (q. IH. J=2. 4Hz) . 4.96 

(d, lH. J*18Hz), 5.03(d.lH.J-UNt). 6.99(dd. IH. 
J=5.7Hz). 7. 26 (t, IH, J=8Hz). 7. 33 (t. IH. J=7. 5Hz) . 
7. 43-7. 50(«. 2H). 7. 81 (d. IH. J=8. 4Hz) , 7.96(d. 
lH.J=8.4Hz). 8.04(d. lH.J=7.5Hz). 8. 57(s. IH). 
9. 20 (d, IH. J=7.9Hz) 
MS(o/e) ; 5 8 6 («♦!)* 



5 6 

1 0 TH^nfift^ j , 4 2. 1 is (0. 1 
oool) *DMF 1 ollC»»L. B-D-**?* 
3-^^-h»J^Att[3 2. 7 ig (0. 1 5 oool) *JD 

&Ht* <s *) A Y » fi y ± 9 o v )■ ? 7 7 < - 
(ton ju/2 8 96 T y*~T 

9 / 1 / 0. 1) ICT«»L. ft£«5 5 9, 
3 8 v ( 6 2 96) *f#fc D 

NMR(DMSQ-d.) d ; 2. OKdd. IH, J=5, 13. 6Hz) . 
2. 16(8, 3H), 3. 04-3. 79(o. 9H). 4. 46 (d, IH. J=9. 5 
Hz). 4.70(br. t, J=5.5Hz), 4. 96 (d. IH, J=18Hz). 
5, 03(d. IH, J=18Hz). 5. 10(br. s, IH). 5.3l(d. IH. 
J=5. 3Hz), 5. 63(8, IH). 7. 03 (o. IH), 7. 27-7. 49 
(o. 4H). 7. 83(d, IH. J=8. 4Hz). 7. 99-8. 05 (o. 21) . 
8. 60(s. IH). 9. 19(d. 1H.J=7. 9Hz) 
»S(o/e) ; 6 1 8 «♦»♦ 

nvMi 1 

K 2 5 2 s 4 6 7 sg ( 1 oool) * 9 o o 
SolKfctfL, 7 - '^-T^ A 500 



ngHX09 a oxa*>|0. 1 4ol (2ooo1) * 

fcfcTio*., f^fifltrcr 3 ^wa^L/io so;* 

ttK*2ol*;ta;t*tt*»fl;TS£U 

/5) ICTWRL. <fc&&6 0s 1 Uig (26 
96) *f#fc 0 

NHR(OMS0-d f *O,O) <T ; 2. OKdd. IH. J=5. 13Hz), 
2. 14(8. 3H). 3. 14-3. 60 (a, IH). 3. 90 (s, 3H), 4.98 
(br. s. 2H). 7. 00-8. 12(o. 6H). 9. 40(s. IH) 
MS(o/e) ; 5 4 8 (M+l) ♦ 

nmw5 8 

tt£t&6 0. 1 1 Otg (0. 2 oool) KI£tt<fc9 
> 8 3 tg (0. 4 oool) toAUt+'smitt) yQ.\2 
ol(2oool) fctoA, I. 5^M»jfta«tfc, E£ 
fcttK* 1 OmliTHF I 0«1*Jd;U 

yjM3A?D7)./77^ - i\H* 9 / -» 
/9ux>*KU) lCTffl««L. *vu*^jb?o 
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5 4 Ktt (X ; X=CO,ye, Y=OH. R**H) 5 0«g*& 
tz 0 cn*DMF2flli:*»L, tT U 9 ^0. 0 7 9 
a I ( 0. 5 oaoi) X J: £/ N - / f- * y *J V 0. 0 5 

* L „ Sit* '/ 'J iy^A 5 Y {f 3 7 4 

- (2. 5J6>^/-/t/;oo*Ai) lCT«a 
U ft£&6 1 , 1 0 as ( 8 96) *fcfc 0 

NMR(DHS0-d.)tf ;.2.07-2. L8(o. 1H>. 2. 12U.3H), 
2. 15 <s. 3H>. 2. 44<o,4H). 2. 96(a. 4H). 3.20-3.50 
(n. 1H), 3. 93(s. 3H). 5. 02 (d, IH, J=18Hz). 5.08 
(d. 1H. J=18Hz). 6.41(3. 1H). 7. 25(dd. IH. J*5, 7Hz), 

7. 37-8. 17(o. 7H). 8. 69(s. IH). 9. 70 (d. IH. J=2Hz) 
MS(ro/e) ; 6 3 0 (fc>l) * 

HiftW 5 9 

Hifefl2 I V&ltl&lt&m 2 4 , 4 8. 3tg 
(O.lomol) *TH F 2ol|C»»L. *oa*' a 
p--ho7x-^3 6ig (0.1 6 aool) XJiU 
t fj if- jut * ^ 0. 0 3 3 ml (0. 2 4 amol) *Jo 

HMR (CDC £ ,) J ; 1. 20 (d. 6H. J»8Hz). 2. 00 (s. 3H> . 
2. 40-2. 80(o.5H). 3.00U.2H). 3. 25 (dd, IH, J=7, 14 
Hz). 3.68-4. 16(o. 5H). 4.00(a.3H). 4.29(d.lH.J- 
18Hz). 4. 53 (d, IH. J=18Hz), 5. 36 (br. a. 1H> . 5.56 
(s, IH). 6. 68 (dd. IH, J=5. 7Hz) , 6. 80-8. 04 (o. 7H). 

8. 56<br. s, 1H) 

MS(ra/e) ; 6 9 5 (M+l) * 

n&m% i 

nteto 2 8 T?iit.n6(k^«j 3 u 2 4 5 n 

( 0. 4 2 nool) * * o o * ;n» 2 0 oUCfctf L. 
x * y -;u 2 0 oU ^7r-^^*J / »9 8« 

(0. 4 2 mmol) *UDjU 6 Bfrfffl JPttfiSt t fc, * 
«*»flST©£L> 88IC?oo*jua2 0 «1* 

t/r 0 a*** U AY** 9 A* ot K$T9 7 < 

- ( I 96 > ^ y — / 9 a a $ ;u A ) CTf&SU 
{fc&fo 6 4, 1 4 3 og ( 5 6 96) *®fz 0 

NUR(C0C* 3 )J ; 1. 30 (t. 3H, J=7. 5Hz) , 1.80(s. 3H). 
2. 13 (dd, IH, J=5, MHz) , 2.28(s. 3H). 2. 80 (a, 3H), 



Wm 63-29 558 8 (33) 

CTIRHU 6 2 , 6 6 ag (1 0 0 96) * 

N«R(CDC£ a )J ; 2.00(b, 3H), 2. 62 (dd. IH. J= 
5.14Hz). 3. 34 (dd. IH. J=7. MHz), 4. 00(s. 3H). 
4. 14(d. IH, J=18Hz). 4. 36(d. IH. J=18Hz). 5.72(s, 
IH). 6. 68 (dd, IH, J = 5. 7 H z) . 6. 80-8. 40 (a. 6H) , 
8.64 (a. IH). 9.68(br. s, IH) 
KS(o/e) ; 6 4 9 (M+l) * 
$ftft6 0 

{fc£» 6 2 , 6 0 ig ( 0. 0 7 4 nool) *DM F 
2 olCfcJB L, N ^4 v 7 o tTJb- 1 - e-: y *J 
*T* > T % V 1 6. 4 og ( 0. 0 8 8 oool) */>o;U 
SiflTl fcMfcffLfco 5I6««CTHP i Ool 

* - ( 4 96 > * y - )U/ 9 a a * /L A) rflKL, 
<t£ti56 3 , 4 2ag ( 8 2 96) *®tz 6 

3. 65(q. 2H, J=7. 5Hz). 3. 97 (dd, IH, J=7, MHz). 4.00 
(a. 3H). 4. 76(8. 2H). 5. 36(a.2H). 7. 03 (dd. IH. J* 
5,7Hz), 7. 36-7. B0(o. 4H>. 7. 88-8. 16 (o. 2H) . 9.16 
(s. IH) 

MS(o/e) ; 6 1 0 (M+D* 

nMm s 2 

*fc&!3j 6 4 > 3 3 0 «g (0. 5 5 amol) 
2 tmmo&ftVft <fc£fo 6 5 , 2 5 9 ig 
( 9 0 96) **#fco 

NMR (0IS0-di) J ; I. 20 (t, 3H. J-7. 5Hz), 2,04 
(dd, IH. J=5. MHz). 2. 16(s.3H), 3. 20-3. 70 (o. 3H). 
3.93(s.3H). 4.63(8. 2H). 5.02U.2H). 6.32(b, IH). 
7.I3(dd.lH. J= 5.7Hz>. 7.24-8. 16(o. 6H). 8. 57 (s. 
IK). 9. 16(8. IH) 

MS(o/b) ; 5 2 6 (M+l) * 
$ffitt6 3 

it&til 6 5 N 2 3 9 ng (0. 4 6 mool) ^THF 
8nlUJ:Cf*0. 8dIIC*»L, ^^T**<fc*-> 

«t k u 9 a 5 2 eg ( l. 3 8 oaoi) r^a 
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<tL. <k&«56 6 . I 5 2 ik (6 6%) 

NMR(DHSD-di) 8 ;!.20(t.3H). 1. 98 (dd. 1N ( J=5, 
14Hz). 2. 16(s. 3H), 3. 18<dd. 1H.J*7. 14Hz). 
3.57(q. 2H. J=8Hz). 3. 85 (o. 2H). 4. 64 (a. 2H) , 5.02 
(8.2H). 5. 14(o. 1H). 5. 40(8. 1H). 7. 00 (dd. 1H. J= 
5. 7 Hi). 7. 24-7. 60 <o.3H), 7. 77 (d, 1H. J=8Hz) . 
7.92-8. 16(o. 2H), 8.56(s. 1H). 9. 17 (s. 1H) 
MS(o/e) ; 4 9 7 (M*) 
1 

<t£&KT 5556 ( 0 a) . 2 2 7 «g(0. 5oool) 
©x*y-;u20 o£»fl6»ttKJflfls*;r-;n 
mi *bal % tn^smitzo 2 BfrffflfciCM **Rfl 

- (9 a t3*)Ul>- / 9 / - JV) £ J; 
Offt&U a3tfe»5fettO<t^t»a 1 6 Dig (66 
%) *®tz 0 

6 5 ik ( 3 4 %) *8fc 0 
«A 250- 252t i*J 9 o * / 9 * - > * / - 

osiea) 

N MR (CDC £ ») 5 ; 9. 42 (d. 1H. J=8Hz) . 6.1-7.85 
(«.2H), 7.7-7.2<o,5H>. 7. 03 (dd. 1H, J=5, 7 Hz). 
5.08(s.2H). 4.05(8. 3H). 3. 37 (dd, IK, J=7, MHz). 
3. 13(s.3H). 2.2l(s.3H). ca. 2. 20 (dd. IH) 

MS(o/e>; 4 8 I (M*) 

<fc£«J ( D a ) , 4. 5 3 g ( 1 0 ■ molXDfc* 
e 9 # y 5 Ool ft*R«l. 4 2 oi 

( 1 5o ool)*iu;U SflT 1 SRfltlffLA:,, £ 

mat 5 oof *ao;im#L*: 0 **fc**fcu 

T\ &»&8*tt©ttafcc 4. 7 9 g (9 7%) 

AA 2 6 7 - 2 7 0 t 

NHR (OUSG-d. + COC £ ,) d ; 9. 36 (d. IH. J = BHz), 
B.2-7. 7(o. 3H). 7. 7-7. 25(o, 4H), 7. 27 (dd. IH. J» 



HB8Q3 63-295588 (34) 

AA 193-195t (T*fe V y — > 9 J —Ji*) 
MfKOMSO-d.) d ; 9. 22(d. IH. J=7. 6Hz). 8. I- 
7.85(o.3H). 7. 55-7. 25(0, 4H). 7. 11 (dd, IH. J= 
4.9.7.3Hz). 5. 04(d, IH. J=17.7Hz). 4. 98 (d, IH, 
J=17.7Hz). 4. 40(o.2H). 3. 38 (dd. IH. J-7. 3. 13. 9 
Hz). 2. 17(8. 3H). 2. 02(dd.lH.J=4. 9.13.9Hz). 
1. 43 (t. 3H. J=7. 1Hz) 
»S(o/fl); 4 8 1 («♦) 

IR(KBr) 3430. 1730. 1675. 1635. 1590, 1460. 745 
ci " 1 
£301 2 

K 2 5 2 > 1 8 4 i* (0. 4 oool) <DDM F 2 oi 
8tt**ftU 5 0H»tt**ft* h >J * A19.2 
ig (0. 4 oool) *ft];lfc 0 2 0 3 <Mfc> * 

* 2 5 /i * ( 0. 4 oool) * Jo d <9lw 1 B*ftf« 
J$L/: 0 fiJ5S^«8C ^. o D 2 0 o£*fla 

f 9*y;MHM^^57< - ( ? o o * 

5. 7Hz), 5. 07 (S. 2H). 3. 98 (dd. IH. J=7. 14Hz), 2. 35 
(S.3H). 2. 12(dd. 1H.J=5, 14Hz), 1.72(S.3H) 

I R (K Br) 3430. 1750, 1680. 1640. 1590. 1460. 1235. 
745 a" 
£301 4 

tt&Glc 2. 5 g ©ttttf- 1 6 0 of 

fcfcttGMfcGtod 2. 2 9 g (8 8%) *$fc„ 
S3H5 

K-252. 7. 0 lg (1 5o ool)CDJR*THP 
I 0 Ooi»tt**ftU cniC*S4M*$A 
T*UOAl.l 4g (30o ool)*Jia;U 

7cH*aJKLfcfc, JEfc«£fc** 5 4 r*AL 

L, V 'J *A-CfcfcLfc 0 «JK*«E 
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T> ftft&&*tta>4tdtte 5. 3 4 g 
(8 1^) ^H/to 

8* A 2 6 6 - 2 7 5 t (> * / -jH 0 

NMR (OMSO-di + CDC £ ») J ; 9. 24 <d. IH. J-8Hz). 
8.2-7.7(o,3H). 7.6-7.0U 4H). 6. 74 (dd. 1H. J« 
5.7Hz), 4.90(d. lH,J=18Hz), 4. 69 <d. IH. J=18Hz) . 
4. 13<d. 1H. J«llHz). 3.91(d, IH, J-llHz). 3.29 
(dd , IH, J=7. 14Hz). 2. 38(dd. 1H, J=5. 14Hz). 2. 19 
(s.3H) 

»S(o/e); 4 4 0 (M*+ 1 ) 
6 

<fc^fce2. 4 9g (5.1»«oDO»*THF 
30of»«C, p-hnyxii*-^?o'J 
K2. 7 Off (li2iMl)Hxf*7«VUT 
of (14.2«ool)i'«fcc;i(,l-';>f^TWe 
•J V ^ 0. 6 9ff (5, 7 a ool)*J)0;U SST-fc 
«tf Lfc„ EfcS^&KTHF 1 0 0«f 

• r;u* 'Jftfr Lfco »a**ETK: 



«BaB363-295588 (35) 

»&8*tt<k£«j f 1.1 lg (3 396) tllfc, 

2 0 7 - 2 1 0 r 
N»R(DIISO-d.+CQC i ,) 6 ; 9. 24 ( d. IH, J=8Hz) , 
8. 15-7. 8(o. 3H). 7. 65-7. 2(o. 4H). 6.62<dd.lH, 
J=5.7Hz), 4.95(d. IH, J*10Hz), 4. 80(d. IH. J=10 
Hz). 4. 45(S.2H). 3. 05 (dd. IH, J=7. 14Hz) . 2.55 
(S.3H), 2.36<dd, IH. J=5. 14Hz). 2. 12(S.3H) 
*S(o/e); 4 2 2 CM*- 167 (OTs)) 

C H N 

ISStt i%) 66. 77 4. 59 7. 08 
Xfltt (96) 66. 74 4. 45 7.26 
IR(K8r) 3430. 1670. 1640. 1595. 1460. 1175. 
745a"' 
7 

tt£«9 r 5 9 4 eg ( 1. 0 a ool), r V Y y 
HI 3 0 ig (2. 0a nol)tDDMF6oig&* 
3ST-ft«#Lfc 0 KSS^fclCTHF 5 0 
of • TJUA U fcfr Lfc„ &g 



* «E TIC fi* Lfz Hit**' 

«94LT, &*&»*tt<D<fc6«1g 4 0 5 ig 
( 8 7 96) *»fc 0 
ttA 2 i 8 - 2 2 3 t (THP-> * J - JU) 

NMR(DMS0-d.+C0Cf ,) ; 9. 31 (d. 1H. J = 8Hz). 
8. 15-7. 2(n. 7H) f 6. 87(dd. 1H.J=5. 7Hz). 5.Q0U. 
2H).3. 99(d. 1 H.J=13Hz), 3. 56 (d, IH. J=13Hz). 
3. 21 (dd IH. J=7. 14Hz). 2. 37 (dd. IH. J«5, 14Hz), 
2. 19(3. 3H) 

»S(m/e) ; 4 6 5 <M* + 1 ) 
JR(KBr) 3430. 2100. 1670. 1640. 1590. 1460. 
745c- 1 

8 

ffcSfcg 2 3 2 Dg (0. 5 a ool). jR^THF 
7 of ¥ * Cr at* S -7 A l I 4 

■g (3. 0o ool)*in;U P*M«tfLA:o 
EJSfi£folCTHF30of S-to** K 
iSL6i»Ls T*/> 'J fcfrLfc, 



7 K?7-f - (7oD*ibA-^y-ii/) t 
««LT, «*fe»*ttaMt£& h 6 8«g 
( 3 1 96) *»fc. 

> 3 0 0 t: (> * / - ju) 
NMR(DMSO-d, + C0Cf ,) 8 : 9. 2 1 ( d. IH. J=7. 9Hz) . 
8. 1-7. 7(o, 3H). 7. 55-7. 25 (o.4H). 7. 00 (dd. IH. 
J*5. 2, 7. 4Hz). 5. 04(d. IH. J*17. 5Hz). 4.97 (d, 
IH, J=17. 5Hz). 3.25(dd, IH. J=7. 4. 13. 6Hz>, 
3. 13(d. IH. J»12. 9Hz). 2. 88(d. IH. J=12. 9Hz). 
2. 12(a, 3H). 1. 9i(dd, IH. J*5. 2. 13.6Hz) 
MS<o/e) ; 4 3 9 (M*+ 1 ) 
IR(K8r) 3440. 1665. 1640. 1590. 745m-' 

9 

K - 2 5 2 x 2 g (4. 2 oool) *T H F 1 0 nl 

'J 2. 6 g*an*.SfiT-lft«l*Lfco KStt 
«* 2 96ifiK**fc, 

U A-elfcttLfc. ftffttt 

77<- (*oo**A) KTHML. (fc£1$j i % 
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2. I 2 g ( 9 4 %) ^asa^^itTUfco 

NHR<C0C* >)8 ; 1.76(s.3H>. 2. 03 (dd. IH. J«5. 
14Hz). 2. 16(b. 3H). 2.56<s,3H), 3. 86 (dd. 1H, J«7. 
14Hz), 3.98U.3H). 5. 0T(s. 2H>. 6. 93 (dd, 1H, J= 
5.7Hz). 7. l4-7.66(o. 5H). 7. 80-8. 00 (o. 2H) , 9.02 
<d. 1H. J=8Hz) 
1 0 

8 t»4n5ft^* f , 1 7 0 0 ig (2. 9 
onol) Oflt*THF5 Oal«tt**fcL, 6 0% 
Htt*tfttM9/>2l8« (5, 8oboI) *J)D 
5B*fffl«# Itio 5£fc«*R • T 

'/1»y^*7A;07>/77^ - ( ? U O * 

j > 8 8 4 n ( 7 3 96) *&fc 0 

HA 2 9 2 - 2 9 6 r (&*> 

NHR(0«S0-d.) 6 ; 9.31 (d. 1H. J-7. 5Hz). 8.1- 
7.75U.3H), 7.55-7.3(n. 4H). 7.22(dd. 1H. J-l. 0, 
6.0Hz). 5.00(b. 2H). A3. 35 (dd. 1H). 3.29(d. 
1H.J=4. 4Hz). 3. 03(d. 1H. J=4. 4Hz). 2.46(b,3H). 





IC.o. 


3 


0. 1 7 5 


4 


0. 0 2 


2 2 


0. 0 0 6 


2 4 


0. 0 0 9 


2 5 


0. 0 0 5 


3 5 


0. 0 5 6 


4 6 


0. 0 2 1 


4 7 


0. 0 3 1 


4 9 


0. 0 3 4 


5 0 


0. 0 1 7 


5 7 


0. 4 5 


6 1 


9 


K - 2 5 2 


0. 0 1 6 



g(*0! 2 

f*£ 1 5 0 - 1 8 0 g®7? h*fcx-f 'Hft 
fiVTlCttto&fttf L«K Sullivan£®;5& [ J, 



ttfSjra 63-295588 (36) 

2. 00 (dd. 1H. J-l. 0. 14.7Hz) 
MS We) ; 4 2 1 (M*) 
1 1 

1 OXb N + ^DifAt^o-xjUtfl; 
£to44* 1 0 0 g * 9tfi40g. a - VX 9 -f- 
1 I % H ±XJ to >\*# * */ * * >\**e. >\> u - x n i\, *s 
DM0 g £9tteft6ttCfti;U *£f *<, tt 

fittL. 6 o r -ei6i»r«o fcfcis&fc* i 6 > 

tiT*fcCJ:08o&-Cl*l (l 7 0 «) »fc 0 
l 0 0 ■g©ft6l&M4*£t/fiJH*84o 

tt*»4taw (!) oc -*±-*ffi*sft*, 

f.Nishizuka [J. Bio!. Chen. . 257^ 13341 

(1982)) K*UTfflSL*: 0 tttt<fc£«5©«flE* 

(ICi.) *^»/: 0 3 3HC*f 0 

91 3 « 6j£ft6«5<&C -*!BW*£tt 

iMuaol.. 1473 (1975) ) IC*erft»LA: 

JE/*lfflBtlfflJS»tt (aaBt cell raediua) (MCMi 
*S2* Iflift : 1 5 0 mM HaCi . 3. 7 mM KC i . 
3 mM Na,HP0. . 3. 5 m M KH,P0« , 1 m M 
CaCi,. 5. 6 -X. 0. lH*di»T 

^^i y, 1 OU/ni^^'Jy) , 6 o£ /animal 

Vktotz&mmf: a v, i o o x g t? 5 3>faat*o^ 
l, a»wicuEaasa»^w 3 x 1 0 4 ceiu/ 

■ iittfiJi^ Cfflfc#»« (peritoneal 
exudate cells . P E C ±«K) *«» Lfc Q tt 
EfcaifcOfsJSIiO. 0 5 96 Y >\>4 *Jvfto~ 

vto&ftmn*$i&T z c t \z± r> ft r>tz 0 c© 

«fc5CLTllfcP EC lo**37t, lO^Bfl 

«0. ln£^iDX.ri 0»MO*^-hU 
7#X7rf f*-L-tfl V \ 0 0 /i g /oi 
fcjLtfa v tot***} >A I 0 0 0 /ig /mi-en 
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»ISlB363-295588 (37) 



-eno. i o£ *;ta;i.T £ £ IC 1 5 #Rfl<f * ~? 
£*f*itfc, 4 r , i 1 0 0 x s V 1 0 aifflifl'fc 
*9 x >Mli/htt©^& 27. 67 

(1978) ) \zm*ait&vmzLtz 0 ur^ 
t»^tt-&%«tt \ 

1 x 100 



5 0 HtotilTZ><l&to&8i ((Co) £ 



54* ft$Wft£& ( I ) our; ya« 





ICio. ng/n£ 


4 9 


12 


2 4 


2 0 


4 4 


I 6 


5 0 


1 7 



£E*tt 3 

5 *IC^tc 

(1) MC F 7 : 

9 65t;vOdM^^U-M:, 1 0 96 * 

?f*-H^t'RPMI 1 6 4 0 Jg lft -e 4. 5 x 
1 0*flS/fflllCfl3MLA:MCF7 fflta*0. 1 nir 

CfcttHlf^rJi^O. 0 SalTofti**, 7 2 B* 

Ba#*tD«£icii. cot 4 > 



(3) COLO 3 2 0 DM»8&£Wfc««tt : 

lft*A*l OOu/BHi'/jy, 1 0 Ow/ol 
X h U7l-7>r '/^t^RPM I 1 6 4 0 JS 
ttT 1 0 'O/ollcfflJlLfcCOLO 3 2 0 DM 

aft* 5 0Kffl*Ta*i35«***aiL, tn^ 

B5 * *fiKft4fe0IHa£*R*&tt 



L. PBS (-) -C-talfcfrHK tft*ttiSJ6* 

*«*0. 1 mlTO&$ x MCflD* 3 7 tT, IB* 

# U 0. 0 0 l N£B(/3 0Wi^-;vT?&* 
v 4 9 o 7 U>- h >J - ^-IC J; 0 550 

tn*- I C ,.it4 B 

(2) H e I a S ,lSSa£tffi«Ka : 

^Ifil«2 mM/H * >*£OMEMgJftT3 x 
l 0 4 <g/rallC3J8aLfcH e L a S»JiBM*0. I 

(DIC*!** «> x JU#&fc<!:|sJ»K:fT'5 0 



IC,«(«/ol) 

£ ^ HCF7 HeUS, C010320DM 

3 0. I 3 0. 0 l 0. 0 5 

4 0. 9 5 0. 0 7 0. I 0 

24 0. 4 8 

25 0. 8 4 0. 4 4 

47 0. 5 0 0. 2 3 t. 0 

50 0. 2 8 
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V * 



57 1. 2 2 0. 5 4 1. 5 8 

61 5. 9 6 3. 8 9 

K-252 0. 5 1 0. 2 0. 2 7 

% M <D tt m 
*&*j\\z ^ntfftdtt (i) tJ:c;to»iW 

ft Aft** ftft£fl*J:c;ttn*!1« 



WffffiHA (102) tfifofia&IS#5S£tt 

ft** ai n * * 




HBIB3 63-295588 (38) 



©int. a/ auuire ff^sss^ 

// A 61 K 31/55 ABE 

ABF 
ACB 

(C 07 D 495/18 
207:00 
273:00 
307:00) 

m * .W S ft & »WIIJ»WmiliBtt3WH3-12-15 
®» « * 'h # 3* - HDStaesHSHR 2 -11-21-706 

@& m m m * x »w»KH8ss*BrT±»203- 5 
@£ §fl * « & ± $ »ra»K)68BftaiBrT±nFii88 
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* « M IE * (gfc) 



B8*n 6 2 ¥tfi*Rim 3 2 7 8 5 8 <t 
£il?Ste«ijRK - 2 5 2 ©«iJH* 

i b o 

tt » $£€S=FftfflK**lr-TB 6 « I ^ 
* * (102) tfi*uS«X£#*£ tt 
(TEL :03-282-0036> 
ft*« /JU » # * 

4. 

«■«€>■ ^ ^ 

(0 1#itJft$©IBH*j5!IIE0il DITjrfKSSfA^ 
Ma*ft8K13fTg r800(1981) VE- r W* 





HHOfl 83-295588 (39) 

(1978) j CITE**. 
(3) ^«S9HZfr@ r*ffLtSTU**-j * 

(5) RftXi2H5f7S rsT*4) j * rg-p* 

Y#T-fc h * '✓■CttttdM j ICSTET 6o 

(6) |5JS$64H6fra, 8ftB*J:CM0f?S 

(7) # 3C77M<fc^«5 to. 9 * JiCMOOR 'CDfll 
r NHCOn-P rj * TNHCOE t j (C ST 

(R) ^t®77H<k^«3Nali**J;Cf 12©R »e0W 
TNHCOn-Buj * r N H C O n - P r j 

(9) E*miQ0KT*£ 5 fT~* 4 rtm 

I" 3 8. 4 eg (0. 8 qooI) * rg. 6 wg ( 0. 2«mol) 
t:iTiE-r& 0 



» » » * cd 13 a 

R ' 




■>>*JK {&a r ju* ju* * > (£ttT;u* 

f£fir;iD4'/, — NR * R * (5£4>> R * *J&tfR» 

12 7 x - ;i/ r i / fj )V # ~ )\, -p £ £ fr, jjQ £ i 
bfa»r;b4;i.r*4) % ****** -S0,NR $ R T 



tear »4*t fcttftlftr <5S*/Sl* 4 #icffl* 

a*#ifcT6£-e<6*> , -ocoqrm**, rue 

»T**** fcUHfcfc L < li#IH(D7 * 

TJi4^t K7^;/i;^iJK — CH= N- R* 
t**„ RMifc N* V. **/<*4 jut S y , 

— C0NHR ' 0 (^*, R"lia-T^»(OT5y 
» S li (5 a T * 4 * 2 fz it *<> *J * V x * r * it 

$nr^r 6 <fc^),-CH,ocoR"(^^. r" 



-913- 



-or VcHaON 



V 



ON 



CH a ON 



■ ! 0 

10 (in 01 



N li**. x*ju, «cyyjv % 



U Yli t K o 



- i* t K n X - 1- X - i t T - 0- C (CH,) a— 0- CHa - 

S SH ,a 
1 I 
-OCNHCH,- 2£l*-0- C = N- CH,- 

fc£ L> X W t K a * •> > f JW, * 
Sfcfiteftrju:) * */mu* ^;u©i8&, R l , 
R» i-iyR' 0rt'J>tt < th 1 oi***&tt<D 



ftfilBB 63-295588 (40) 
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